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AB The invention is related to the preparation of Ant i -Alzheimer drug donepezil 
via a new intermediate salt II+»X- [X = counter ion] , especially the 
tosylate, in good yield and high purity. Specifically, donepezil was 



prepared by hydrogenation of an acid addition salt II+*X- with H2 in the 
presence of Pd/C, and alkylation of piperidine with a benzyl halide. 
Thus, reacting 5, 6-dimethoxyindan-l-one with pyridine-4-carboxaldehyde in 
the presence of p-toluenesulf onic acid, hydrogenation of II*TsOH with 
H2 in the presence of Pd/C at 10 bar for 10 h, alkylation of 
piperidine-indanone III with benzyl chloride in toluene in the presence of 
NaHC03 at 145° for 8 h, isolation of donepezil by extraction with Et 
acetate, and acidulation with a methanolic solution of HC1 gave 
I«HC1*H20. 
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AB A novel process for producing l-benzyl-4- [ ( 5, 6-dimethoxy-l-oxoindan-2- 

yl)methyl]piperidine (donepezil) by oxidizing 4- [ ( 5, 6-dimethoxy-l-indanon- 
2-ylidene)methyl]pyridine to get 4- [ ( 5, 6-dimethoxy-l -indanon-2- 
ylidene) methyl] pyridine N-oxide followed by reduction of the double bond and 
subsequent benzylation to yield the target compound No yields were provided 



for the entire sequence. 
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(process for the preparation of l-benzyl-4- [ ( 5, 6-dimethoxy-l-indanon-2- 
yl) methyl] piperidine via oxidation, reduction and benzylation as key steps) 
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AB A new, economical, and efficient process was developed for large-scale 
synthesis of donepezil, an anti-Alzheimer 1 s drug. The process involves 
palladium-catalyzed hydrogenation of (2E) -5, 6-dimethoxy-2- (pyridin-4- 
ylmethylene) indan-l-one to provide 5, 6-dimethoxy-2- (piperidin-4- 
ylmethyl ) indan-l-one as a key step. 
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AB The invention relates to the industrial production method of donepezil HC1, 
wherein 5, 6-dimethoxyl-2- ( 4-piperidinemethyl ) - dihydroindene-l-ketone 
acetate is first prepared through a reduction reaction with the reaction 
condition being, pressure: 0.5-5.0 MPa, temperature: 25-150°, time: 2-5 
h,* reducing agent: palladium-carbon. Raw material: palladium-carbon : 
solvent W:W:V =1:0.1:20, then (+-)2,3 dihydro-5, 6-dimethoxy-2- { ( 1- 
benzyl)-4- piperidino ! methyl } -lH-indene-ketone hydrochlorate is prepared 
through a substitution reaction with the reaction condition being, the mol 
ratio of raw material : benzyl chloride : deoxidizing agent = 1:1.1:2.2, 
temperature: 40-100°, solvent: methanol, ethanol or isopropanol. 
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AB A process for the preparation of title compds . of formula I [wherein R1-R4 
F, alkyl, alkoxy; R5 = (un) substituted Ph; n = 0-2] is disclosed. For 
example, reaction of 4-pyridylaldehyde with 5, 6-dimethoxyindan-l-one and 
4-methylbenzenesulf onic acid gave II*TsOH in 94% yield. 
Pt02-catalyzed hydrogenation of II*TsOH (94%) and followed by 
alkylation with benzyl bromide provided I (Rl = R4 = H, R2 = R3 = OMe, n = 
0, R5 = Ph) in 96% yield. 
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RL: IMF (Industrial manufacture) ; RCT (Reactant) ; SPN (Synthetic 
preparation) ; PREP (Preparation) ; RACT (Reactant or reagent) 
(preparation of donepezil and its derivs . via reaction of 
5, 6-dimethoxyinden-l-one with 4-pyridylaldehyde) 
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AB The intramol. Friedel-Craf ts acylation of aroms . with MeldrurrTs acid 
derivs . catalyzed by metal trif luoromethanesulf onates is reported. 
Meldrum' s acids are easily prepared, f unctionalized, handled, and purified. 
The synthesis of polysubstituted 1-indanones from benzyl Meldrum 1 s acids 
was investigated thoroughly, and it was shown that a variety of catalysts 
were effective, while accommodating a diversity of functional groups under 
mild conditions. The scope, limitations, and functional group tolerance 
[terminal alkene and alkyne, ketal, dialkyl ether, dialkyl thioether, aryl 
Me ether, aryl TIPS and TBDPS ethers, nitrile- and (nitro)aryl, alkyl and 
aryl halides] for a variety of 5-benzyl (enolizable Meldrum* s acids) and 
5-benzyl-5-substituted Meldrum 1 s ' acids (quaternized Meldrum 1 s acids), 
forming 1-indanones and 2-substituted-l-indanones , resp., are delineated. 
This method was further applied to the synthesis of 1-tetralones , 
1-benzosuberones, and the potent acetylcholinesterase inhibitor donepezil. 
Rate of cyclization as a function of ring size was established for various 
benzocyclic ketones via competition expts . : 1-tetralones form faster than 
both 1-indanones and 1-benzosuberones, and 1-benzosuberones cyclize faster 
than 1-indanones . 
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AB A simple industrial process for the preparation of the intermediates of acetyl 
cholinesterase inhibitors [I; R = H, lower alkoxy; Y = H, F; n = 1-4; 
e.g., 4- [ ( 5/ 6-dimethoxy-l-indanon) -2-yl] methylpiperidine hydrochloride] is 
described which comprises the hydrogenation of the corresponding 4-pyridyl 
analog prepared by hydrogenated using a platinum oxide, Pt/C, raney nickel, 
or ruthenium oxide catalyst in the presence of an acid (e.g., aqueous HC1) 
under a pressure of 1-10 bars to give the 4-piperidinyl intermediate [II; 
e.g., 5, 6-dimethoxy-2- (4-pyridyl) methyl-l-indanone] . 

IT 4803-57-0 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(catalytic hydrogenation process for the preparation of intermediates for 
acetyl cholinesterase inhibitors) 
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CN lH-Inden-l-one, 2, 3-dihydro-5, 6-dimethoxy-2- ( 4-pyridinylmethyl ) - (CA 
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PA Ranbaxy Laboratories Limited, India 
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AB A process for the preparation of donepezil and its derivs. of formula I (R1-R4 
= independently H, straight or branched -chain alkyl, alkoxy, 
alkoxycarbonyl, etc.; or a salt thereof), which comprises reducing 
2- (4-pyridyl)methyl-l-indanone of formula II, is disclosed. For example, 
reaction of 5, 6-dimethoxyindan-l-one with pyridine-4-carboxaldehyde, 
followed by hydrogenation and substitution with benzyl bromide, gave 
donepezil«HCl, which is l-benzyl-4- [ ( 5, 6-dimethoxy-l-indanone ) -2- 
yl]methylpiperidine. Thus, the present invention provides a process for 
the preparation of donepezil or a pharmaceutically acceptable salt thereof, and 
pharmaceutical compns . that include the donepezil or a pharmaceutically 
acceptable salt thereof, which are active compds . for the treatment of CNS 
disorders . 
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RL: IMF (Industrial manufacture) ; RCT (Reactant) ; SPN (Synthetic 
preparation); PREP (Preparation); RACT (Reactant or reagent) 
(preparation of donepezil and derivs . ) 
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INDEX NAME) 



MeO 



MeO 




RN 4803-61-6 CAPLUS 

CN IH-Inden-l-one, 2 , 3-dihydro-2- ( 4-pyridinylmethyl ) - (9CI) (CA INDEX NAME) 




> CH2 ~0 



RE.CNT 6 THERE ARE 6 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 



Lll ANSWER 9 OF 21 CAPLUS COPYRIGHT 2007 ACS on STN 
AN 2004:710552 CAPLUS 
DN 142:246340 

TI Identification and characterization of potential impurities of donepezil 
AU Reddy, K. V. S. R. Krishna; Babu, J. Moses; Kumar, P. Anil; Chandrashekar , 

E. R. R. ; Mathad, Vi j ayavitthal T.; Eswaraiah, S.; Reddy, M. 

Satyanarayana; Vyas, K. 
CS Department of Analytical Research, Discover Research, Dr. Reddy f s 
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PB Elsevier B.V. 
DT Journal 
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AB Five unknown impurities ranging from 0.05 to 0.2% in donepezil were 

detected by a simple isocratic reversed-phase high performance liquid 
chromatog. (HPLC) . These impurities were isolated from crude sample of 
donepezil using isocratic reversed-phase preparative high performance liquid 
chromatog. Based on the spectral data (IR, NMR, and MS), the structures 
of these impurities were characterized as 5, 6-dimethoxy-2- ( 4- 
pyridylmethyl ) -1-indanone (impurity I), 4- ( 5, 6-dimethoxy-2 , 3-dihydro-lH-2- 
indenylmethyl) piperidine (impurity II), 2- ( l-benzyl-4-piperdylmethyl) -5, 6- 
dimethoxy-l-indanol (impurity III) l-benzyl-4 (5, 6-dimethoxy-2 , 3-dihydro-lH- 
2-indenylmethyl) piperidine (impurity IV), and 1, l-dibenzyl-4 ( 5, 6- 
dimethoxy-l-oxo-2, 3-dihydro-2H-2-indenylmethyl) hexahydropyridinium bromide 
(impurity V) . The synthesis of these impurities and their formation was 
discussed . 

IT 4803-57-0 

RL: ANT (Analyte) ; PRP (Properties); ANST (Analytical study) 

(identification and characterization of potential impurities of 
donepezil) 
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AB A process for the preparation of l-benzyl-4- [[( 5, 6-dimethoxy-l-indanon) -2- 
yl] methyl] piperidine hydrochloride (i.e., donepezil HC1; m.p. 
210-212°) is described in which 5, 6-dimethoxy-2- [ (pyridin-4- 
yl) methyl] inda-l-one is hydrogenated with a noble metal catalyst (e.g., 
Pd/C) or a non-oxide derivative of a noble metal catalyst in a solvent at 
20-100°/10-90 psi-gauge to give 4- [[( 5 , 6-dimethoxy-l-indanon) -2- 
yl] methyl] piperidine which is benzylated with benzyl bromide at 
20-80° followed by salification with methanolic HC1 . 
IT 4803-57-0 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(hydrogenation and benzylation process for the preparation of 
l-benzyl-4- [ [5, 6-dimethoxy-l-indanon) -2-yl] methyl] piperidine 
hydrochloride (donepezil hydrochloride) ) 
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TI Synthesis and evaluation of a dimer of 2- ( 4-pyridylmethyl ) -1-indanone as a 

novel nonsteroidal aromatase inhibitor 
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Palusczak, Anja; Hartmann, Rolf W. 
CS University Institute of Pharmaceutical Sciences, Panjab University, 
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DT Journal 
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AB A novel dimer of 2- ( 4-pyridylmethyl ) -1-indanone was obtained while 
carrying out aldol condensation of 1-indanone with pyridine-4- 
carboxaldehyde in potassium hydroxide. The structure of dimer 3 has been 
established using various spectral techniques and was screened for its 
ability to inhibit the cytochrome P450 enzyme aromatase. The dimer showed 
strong inhibition of human placental aromatase and was found 3 times more 
potent (RP = 3, IC50 = 10.2 mM) as compared to aminoglutethimide (RP = 
1, IC50 = 18.5 mM) . 
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AB A process for the preparation of l-benzyl-4- [ ( 5, 6-dimethoxy-l-indanon) -2- 
yl]methylpiperidine hydrochloride (donepezil HC1) is described in which 
5, 6-dimethoxy-2- (pyridin-4-yl ) methyleneinda-l-one is hydrogenated with a 
Platinum-Group metal oxide catalyst in an organic solvent at 
20-50°/10-45 psi-gauge, and the resulting 4- [( 5, 6-dimethoxy-l- 
indanon) -2-yl] methylpiperidine is benzylated with an benzyl bromide in an 
organic solvent at 30-80° and salified with methanolic HC1 . 
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AB The patent relates to the preparation of an excellent sigma receptor binder 
and/or acetylcholine esterase inhibitor which contains a 
(1-indanone) -( 1, 2, 3, 6-tetrahydropyridine) derivative (I), a Pharmacol, 
acceptable salt thereof, or a hydrate of either, wherein Rl, R2, R3, R4 = 
H, halogen, OH, alkyl, alkoxy etc.; R5 = H, alkyl, cycloalkyl etc.; and A, 
B = partial structure of >C=CH- (CH2 ) m- or >C (R6) - (CH2 ) m- where R6 = H, 
halogen, OH, alkyl, alkoxy etc.; and m = 0-5. Thus, l-benzyl-4- [( 5, 6- 
diethoxy-2-f luoro-l-indanone) -2-yl] methyl- 1 , 2, 3, 6-tetrahydropyridine 
hydrochloride prepared by fluorination of l-benzyl-4- [( 5, 6-diethoxy-l- 
indanone) -2-yl] methyl-1, 2, 3, 6-tetrahydropyridine with N- 

f luorobenzenesulfonimide using lithium bis (trimethylsilyl ) amide as a base, 
showed acetylcholine esterase inhibition rate (IC50) of 0.4 nM compared to 
3.9 for the control (donepezil hydrochloride). 
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sigma receptor agonists) 
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the Reversal of Neuromuscular Block 
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AB A series benzylpiperidinium and benzylpyridinium quaternary salts was 

synthesized and tested for inhibition of acetylcholinesterase and reversal 
of neuromuscular block induced by vecuronium. Several potent reversal 
agents were identified and their haemodynamic effects measured. 
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(Biological study) ; PREP (Preparation) 

(prepn of benzylpiperidinium and benzylpyridinium analogs of E2020 from 
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AB The title compds . R1MAR2 (I) [Rl is (un) substituted l-indanone-2-yl moiety 
(generic structure given), etc.-; M is single bond or alkylene; A = Ql, 
etc.; R2 is hydrogen, optionally substituted alkyl, etc.] are prepared I 
are useful in the treatment, prevention or amelioration of eye diseases 
such as glaucoma and mydriasis. I are said to show intraocular 
pressure-decreasing activity and acetylcholine esterase inhibiting 
activity. For example, l-benzyl-4- [ (5, 6-dimethoxy-2-f luoro-l-indanone) -3- 
yl]methylpiperidine hydrochloride was prepared Formulations are given. 
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(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
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pressure) 
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AB Claimed are acetylcholinesterase inhibitors containing 1-benzylpyridinium 

salts (Markush structure given). l-Benzyl-4- [ (5, 6-dimethoxy-l-indanone) -2- 
yl]methylpyridinium bromide (preparation given) in vitro showed IC50 of 3.8 nM 
against acetylcholinesterase, vs. IC50 of 6.7 nM shown by donepezil 
hydrochloride . 
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AB The present invention provides a novel industrially or economically 

preferable process for production of a hydrogen halogenide salt of a donepezil 
derivative (I; Rl = H, alkoxy; n = 1-4; X = a halogen atom) having an 
excellent pharmacol . action as medicament, namely, reaction of 1-indanone 
derivative (II; R = H; Rl, n = same as above) with carbonate ester to obtain 
2-alkoxycarbonyl-l-indanone derivative (II; R = C02R2; wherein lower alkyl; 
Rl, n = same as above) , followed by reaction with halogenated 
( 4 -pyridyl) methyl or a salt thereof and decarboxylation successively to 
obtain 2- ( 4-pyridyl ) methyl-l-indanone derivative (III; Rl, n = same as above) 
, then reaction with halogenated benzyl to obtain quaternary ammonium salt 
(IV; Rl, n = same as above; X = a halogen atom) , then reduction to the 
donepezil derivative (I), and synthetic intermediate thereof. The donepezil 
derivative is useful as prophylactic or medicament for senile dementia, 

especially 

for Alzheimer disease (no data). Thus, 2.00 g 5, 6-dimethoxy-2- 
ethoxycarbonyl-l-indanone was dissolved in DMF and treated with 0.73 g 60% 
NaH in oil under ice-cooling, and stirred at room temperature for 30 min. The 
reaction mixture was cooled in an ice-water bath, treated with 1.4 9 g 
4-pyridylmethyl chloride, and stirred under the same condition and then at 
room temperature overnight to give 5, 6-dimethoxy-2-ethoxycarbonyl-2- ( 4- 
pyridylmethyl) -1-indanone as a brown oil, which was refluxed with aqueous 
ethanol containing KOH for 30 min for decarboxylation to give 
5, 6-dimethoxy-2- (4-pyridylmethyl) -1-indanone (85% yield through two • 
steps). The latter compound (1.00 g) was dissolved in MeCN under reflux, 
followed by adding 0.50 mL benzyl bromide, and the refluxing was continued 
for 2.5 h to quant, give l-benzyl-4- [ ( 5, 6-dimethoxy-l-oxoindan-2- 
yl ) methyl ] pyridinium bromide. This compound (1.00 g) was dissolved in MeOH 
and hydrogenated in the presence of 0.1 g platinum oxide fro 3 h at room 
temperature to give 99% donepezil free base. 
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RL: IMF (Industrial manufacture); RCT (Reactant) ; SPN (Synthetic 
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hydrogenation of N-benzyl (oxoindanylmethyl ) pyridinium halide) 
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SO Journal of Enzyme Inhibition (1994), 8(2), 113-22 
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DT Journal 
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AB Compds. capable of inhibiting 17a-hydroxylase/17 , 20-lyase (P 450 

17a) are of great interest for the therapy of prostatic cancer since 
they block androgen biosynthesis. To evaluate the inhibitory activity of 
a series of benzocycloalkenes developed by the authors, an in vivo assay 
was established using rat testicular microsomes as source of the enzyme, 
nonlabeled progesterone as substrate, and a HPLC procedure for separation of 
the steroids. The inhibitory activities of 33 test compds. were compared 
to ketoconazole (IC50 67 |iM) , a known inhibitor of P 450 17a, 
which recently has successfully used in prostate cancer patients. Several 
compds. of the present study were stronger inhibitors of P 450 17a 
than ketoconazole. The most active compds. were 5-methoxy-2- ( 4- 
pyridylmethyl) -1-tetralone (IC50 13 uM) and 5-methoxy-2- (4-pyridyl ) -1- 
tetralone (IC50 13 mM) . 
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(structure-activity relations of pyridyl substituted benzocycloalkenes 
as inhibitors of testicular hydroxylase lyase) 
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AB The (E) -2- ( 4-pyridylmethylene) -1-indanones I [R = 4-OMe, 5-OMe, 4-OH, 
5-OH] were obtained by aldol condensation of the 1-indanones with 

4- pyridinecarboxaldehyde, and ether cleavage. The synthesis of the 

(Z) -isomers of I was accomplished by UV irradiation of (E)-I. Catalytic 
hydrogenation of (E)-I gave the 2- ( 4-pyridylmethyl ) -1-indanones II (X = 
0) . II (X = H2) and the tetralins III (R = H, 5-OMe, 6-OMe, 7-OMe) were 
obtained by reduction of the corresponding ketones using N2H4/KOH. II and III 

(R = OH) were synthesized by ether cleavage of II and III (R = OMe) . All 
compds. showed inhibition of human placental aromatase exhibiting relative 
potencies from 0.9 to 163 [aminoglutethimide (AG) potency =1]. II (R = 

5- OMe, X = H2) and III (R = 6-OMe) showed competitive type of inhibition 
and a type II difference spectrum, indicating the interaction of the 
pyridyl-N with the central Fe(III) ion of the cytochrome P 450 heme 
component. Only the OH-substituted indans and tetralins inhibited bovine 
adrenal desmolase with maximum activity shown by III (R = 5-OH, 7-OH) (12% 
inhibition, 25 mM; AG, 53 % inhibition, 25 joM) . In vivo, however, 

all tested aromatase inhibitors were less active than AG in the inhibiting 
the uterotropic activity of androstenedione, reduction of the plasma estradiol 
concentration, and the mammary carcinoma (MC) inhibiting properties. Since no 
affinity to the estrogen receptor was demonstrated, estrogenic effects 
have to be excluded as a cause for the poor tumor inhibiting activity. 
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AB Indenes I and indans II (R = H, alkyl, halo, alkoxy, alkylthio; n = 1, 2, 
3) were prepared by different methods and they showed antidepressant 
activity. Indene reacted with BuLi and 4- ( 3-tosyloxypropyl ) -1- 
tritylpiperidine in hexane to give 3- [3- (4-piperidinyl ) propyl] -lH-indene . 
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AB Several 2-pyridylmethylene-l-indanones were prepared and reduced to 

2-pyridylmethyl-l-indanones . The reductive cyclization of 5, 6-dimethoxy- 
and 6-hydroxy-5-methoxy-2-pyridylmethylene-l-indanone gave the 
corresponding 5a, 6, 6a, 7,8,9, 10, lla-octahydroindeno [2 , 1-b] indolizines . 
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AB Disclosed are indanone derivs . and excellent sigma receptor binders containing 
an indanone derivs. represented by the following formula (I), Pharmacol, 
acceptable salts thereof, or hydrates of either [wherein R1-R4 = H, halo, 
HO, cyano, each (un) substituted Cl-6 alkyl, C3-8 cycloalkyl, Cl-6 alkoxy, 
C3-8 cycloalkoxy, Cl-6 acyl, Cl-6 alkoxycarbonyl , Cl-6 

alkylaminocarbonyloxy, di(Cl-6 alkyl ) aminocarbonyloxy, amino, CONH2 , or 
Cl-6 thioalkoxy, N02 , SH; or Rl and R2 , R2 and R3 , or R3 and R4 together 
may form an alicyclic, an aromatic cyclic, or a heterocyclic ring, or an 
alkylenedioxy ring; the partial structure of :A-B with a dotted line 
represents :CH-CH2, C:CH, :C(R7)-CH2; m = an integer of 0-5; R5 = H, each 
(un) substituted Cl-6 alkyl, C2-6 alkenyl, C2-6 alkynyl, C3-8 cycloalkyl, 
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AB The title compds . R1MAR2 (I) [Rl is (un) substituted i-indanone-2 -yl moiety 
(generic structure given), etc.; M is single bond or alkylene; A = Ql, 
etc.; R2 is hydrogen, optionally substituted alkyl, etc.] are prepared I 
are useful in the treatment, prevention or amelioration of eye diseases 
such as glaucoma and mydriasis. I are said to show intraocular 
pressure-decreasing activity and acetylcholine esterase inhibiting 
activity. For example, l-benzyl-4- [ (5, 6-dimethoxy-2-f luoro- 1-indanone) -2- 
yl] methylpiperidine hydrochloride was prepared Formulations are given. 

IT 388115-07-9P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of piperidine derivs . as agents for controlling intraocular 
pressure) 
RN 388115-07-9 CAPLUS 



CN IH-Inden-l-one, 2-f luoro-2 , 3-dihydro-5, 6 -dimethoxy-2 - [ [1- [ [4- 

(phenylmethoxy) phenyl] methyl] -4 -piper idinyl] methyl] ■- , hydrochloride (9CI) 
(CA INDEX NAME) 




• HC1 
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benzyl, alicyclylmethyl , or heterocyclylmethyl , 2 , 2 - (alkylenedioxy) ethyl ; 
the compound is neither l-benzyl-4- [ (5 , 6-dimethoxy-l-oxoindan-2 - 
yl) methyl] piperidine nor a Pharmacol, acceptable salt thereof nor a 
hydrate of either] . These compds. are sigma receptor antagonists and 
agonists and are useful for the prevention, treatment, or improvement of 
mental disorders such as disorders accompanied by cerebral vascular 
dementia and/or senile dementia (in particular aggressive behavior, mental 
excitement, wandering, delirium, hallucination, and shaking) , 
schizophrenia, emotional disturbance, depression, neurosis, psychophysiol . 
(psychosomatic) disorder, and anxiety. They are also acetylcholine 
esterase inhibitors and useful for the prevention/ treatment, or 
improvement of cerebral vascular dementia, senile dementia (in particular 
Alzheimer's type dementia), attention deficiency shaking disorder, 
glaucoma, myasthenia gravis, and migraine headache. Thus, 0.20 g 
1 -benzyl -4 - [ ( 6 -hydroxy- 5 -methoxy- 1 -oxo- indan-2 -yl ) methyl] piperidine was 
dissolved in 20 mL THF, successively treated with 0.064 mL ethanol, 0.29 g 
Ph3P, and 0 . 1 mL di-Et azodicarboxylate, stirred at room temperature overnight 
to give, after workup and silica gel chromatog., 83% l-benzyl-4 -[ (6-ethoxy- 
5 -methoxy- 1 -oxo- indan- 2 -yl) methyl] piperidine (II) . II.HC1, 
1- cycloheptylmethyl -4 - [ ( 5 , 6 -diethoxy-2 - f luoro- l-oxoindan-2 - 
yl) methyl] piperidine hydrochloride, and Donepezil hydrochloride in vitro 
showed IC50 of 5.1, 1.1, and 18.7 ^M, resp., for inhibiting the binding 
of 3H-DTG to a-receptor of guinea pig's brain membrane. 
IT 571144-08-6P 571144-49-5P 571144-55-3P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of 2 - (piperidinylalkyl) - 1-indanone derivs . as sigma receptor 
agonists and antagonists and acetylcholine esterase inhibitors for 
treatment, preparation, or improvement of metal disorders) 
RN 571144-08-6 CAPLUS 

CN • lH-Inden-l-one, 2- [ [1- (cyclohexylmethyl) -4 -piperidinyl] methyl] -5,6- 
diethoxy-2-f luoro-2, 3-dihydro- , hydrochloride (9CI) (CA INDEX NAME) 




• HC1 
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CN lH-Inden-l-one, 2- [ [1- [ (4 -chlorophenyl ) methyl] -4 -piperidinyl] methyl] -5,6- 
diethoxy-2-f luoro-2, 3-dihydro- (9CI) (CA INDEX NAME) 
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lH-Inden-l-one, 2- [ [1- (cycloheptylmethyl) -4 -piperidinyl] methyl] -5, 6- 
diethoxy-2-f luoro-2, 3-dihydro- (9CI) (CA INDEX NAME) 



